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CENTRAL FAX CENTER 

Listing of Current Claims NOV 1 6 2GU6 

1 . (currently amended) A compound according to formula I wherein; 




X 1 is selected from the group consisting of R 5 0, R a S(0) 0 , R S CH 7 , R 5 CH 2 Q, R'CHaSCO)*, R s OCH 2 , 

R\S(0) n CH 3 and NR^* 
X 2 is selected from the group consisting of o- phenyl e n e , 1,3 oyclohex e nylen e , O, S , and NR 7 ; 
R 1 and R 2 are 

(i) each independently selected ftom the group consisting of hydrogen, C,^ alky], d« haloalkyl. Cj. 8 
cyclooBcyl, Ci* alkylthio, Cm* aikyisulftnyi, C w alkylsulfonyl, C,. 6 haloalkoxy, C M haloalkylthio, 
halogen, amino, aikylamino, dialkylamino, aminoacyl, nitro and cyano; or t 

(u) token together are -CH-CH-CH -CI I- or 

(in) taken together along with the carbons to which they are attached to form a five- or six-niemhered 
hctcroaromatic or heterocyclic ring with a one or two hclcroatorns independently selected from the 
group consisting of O, S andNH; 
R J and iO are each hufcpendentry selected from the group consisting of hydrogen, Cj_6 alkyi, C,_* haloalkyl, 
C w cycloaikyl, C, 6 alkoxy, alkylthio, haloalkeoty, C,^ haloalkylthio, halogen, amino, 
alkylamino, dialkylamino, aminoacyl, nitro and cyano; 
R J is selected from the group consisting of phenyl, naphthyl, pyrdinyU pyridinyl N-oxidc t indolyl, indolyl N- 
oxide, qutnolinyi, quinolinyl N-oxidc„ pyrimidiny?, pyrasdnyl and pyrrolyl; wherein, said phenyl, said 
naphthyl, said pyrdinyl, said pyridinyl N-oxide, said indolyl, said indolyl N-oxide, said quinolinyl, said 
quinolinyl N-oxide,, said pyriimdinyl, said pyrasmyl and said pyrrolyl groups are optionally substituted 
with one to three substituents independently selected from me group consisting of hydrogen, Ci^ alkyi, 
C M haloalkyl, C,* cycloalkyl, C,* alkoxy, C w alkylthio, Cw> alkylsulfmyt, Cj* alkylsulfonyl, C w 
haloalkoxy, Cm haloalkylthio, halogen, amino, altylarmno, dialkylamino, aminoacyl, acyl, 
alkoxycarbonyl, carbamoyl, N«alkylcarbamoyl, NJT-dialkylcarbarnoyl, nitro and cyano; 
R 6 is hydrogen, C M alkyl, or acyl; 
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R 7 is hydrogen Or C,* alkyl optionally substituted with one or two substmients independently selected from 
the group consisting of hydroxy, alkoxy, thiol, aikylthio, C,* alkybailfinyl, C,^ sulfonyl, halogen, amino, 
alkylainino, diaJkylamino, aorinoatkyl, alkylaminoalky), and dialkylananoaikyl; 

n is an integer from 0 to 2; and, 

hydrateo, solvate^ clathrot e s and acid addition salts thtTCtrf , iritb tho proviso that if X? ic nrtho phonrlcno, 



ft * ooiwiot he unoubs<itui e d phenyl. 

2. (original) A compound according to claim I wherein: 

X'feQR'orSR 5 ; 

R 5 is hydrogen or fluoro; 

R 4 is selected from the group consisting of hydrogen, chtoro, fluoro and methyl; and 
R 5 is optionally substituted phenyl. 

3. (original) A compound according to claim 2 wherein R 1 is methyl, ethyl, trifluoromcthyl or halogen . 

4. (original) A compound according to claim 3 wherein R 5 is monosubstituted phenyl. 

5. (original) A compound according to claim 3 wherein R 5 is 2,5-disubstituted phenyl. 

6. (original) A compound according to claim 3 wherein R s is 3 T 5-di substituted phenyl. 

7. (original) A compound according to claim 3 wherein R 5 is 2 ,4-di substituted phenyl 

8. (original) A compound according to claim 3 wherein R* is 2,6-dtsubstitutcd phenyl. 

9. (original) A compound according to claim 1 wherein: 

X'is-OR^r-SR 5 ; 

R* and R l are independently selected from the group consisting of hydrogen, Ci* alky), 

haloalkyl, G>* cycloalkyl, Cmj alkoxy, Ct* alkylthio, Cm; alkylsulfinyl, C,« alkylsulfonyU C t « 
haloalkoxy, C l4i haloalkylthio, halogen, amino, alkylamtno, dialkylarnino, aminoacyl, nitro and 
cyano; and, 

R* is hydrogen or fluorine. 
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10. (original) A compound according to claim 9 wherein: 
X'isOR 5 ; 

R* is methyl, ethyl, trtfluoromethyl or halogen; 

R* and R 4 are independently selected fonn the group consisting of hydnogen, fluoro, chloro, methyl and 
ethyl; 

R s is hydrogen or fluoro; 

R 5 is optionally substituted phenyl; and, 

n is an integer from 0 to 2. 

1 L (original) A compound according to claim 10 wherein R 5 is monosubstituted phenyl. 

12. (original) A compound according to claim 11 wherein R* is a monosubstituted phenyl and Ihc 
substituent is selected from the group consisting of halogen, cyano, C,* alkyl, C,^ haloalkyl. C, 6 alkoxy, 
Ci^alkylthio and hatoalkoxy. 

13. (original) A compound according to claim 10 wherein R 5 is 2,5-disubstituted phenyl. 

14. (original) A compound according to claim 13 wherein R $ is a 2^-disubsti luted phenyl and the 
suhstituents arc independently selected from the group consisting of halogen, cyano, C,.« alkyl, C w 
haloalkyl, d* alkoxy, alkyithio and C M haloalkoxy. 

15. (original) A compound according to claim 10 wherein R s is 3,5^substituted phenyl. 

16. (original) A cdmpound according to claim 15 wherein R* is a 3,5-disuhstitutcd phenyl and the 
substituenfc are independently selected from the group consisting of halogen, cyano, C,* alkyl C, A 
haloalkyl, C,. 6 alkoxy, Cj^ alkylthio and C M haloalkoxy. 

17. (original) A compound according to claim 10 wherein R s is 2,4-disubslitulcd phenyl. 

18. (original) A compound according to claim 17 wherein R* is a 2,4-disubstituted phenyl and the 
substitucnls are independently selected from the group consisting of halogen, cyano, C,. s alkyl, Cj« 
haloalkyl, alkoxy, C w alkylthio and haloalkoxy. 
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19. (original) A compound according to claim 10 wherein R 5 is 2,6-disubstitutcd phenyl 

20. (original) A compound according to claim 19 wherein R 5 is a 2,6-disubstituted phenyl and the 
substituems are independently selected from the group consisting of halogen, cyano, Ci* alkyl, haloalkyl, 
C^alkoxy, C,* alkylthio and C,* baloalkoxy. 

21. (original) A compound according to claim 1 wherein: 

X'isOR'orSR 5 ; 

R* and R 4 are? independently selected from the group consisting of hydrogen, chloro, ftuoro, and 
methyl; and, 

R 5 is optionally substituted pyrdinyl, pyiidinyl N-oxide, hxloiyl, indoryl N-oxide, quinoKnyl, 
quinolinylN-oxide, pyWmidinyl, pyrazinyl orpyrrolyl. 

22. (original) A compound according to claim I wherein K 1 and R 2 along with the carbon atoms to which 
they are attached form a phenyl, dihydropyran, dihydroturan or fuian ring. 

23. (original) A compound according to claim 22 wherein: 

X l isOR 5 orSA s ; 

R 1 is hydrogen; 

R* is hydrogen or tluoro; and, 

R 5 is optionally substituted phenyl. 

24-30. (canceled) 

31. (currently amended) A pharmaceutical composition comprising a therapeutically effective quantity of 
a compound of formula T wherein; 
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X 1 is selected from the group consisting of R 5 O f R*S(0) to R 5 CH* R'CHjO, R $ CH,S(0) tt , R 5 OCH 2 , 

R'SCO^CHjandNR'R 6 ; 
X 2 is selected from the group consisting phonyl e n e , 1,2 cyolohexonylono , O, S, and NR 7 ; 
R'andR 2 are 

(0 each independently selected from the group consisting of hydrogen, Cj* alkyt, C M haloalkyl, C M 
cyctoalkyt, C,^ alkyithio, Cj-o alkylsulftnyl, C I 6 alkylsulfbnyl, C,^ haloaikoxy, C M haloalkylthio, 
halogen, ammo, alkylamtno, dialkylammo, aminoacyl, nitro and cyano; or, 

(ii) taken together are -CH*CH-CH==CH-, or 

(iii) taken together along with the carbons to which they arc attached to form a five- or six-n»mbered 
hetexoaromatiq or heterocyclic ring with a one or two heteroatoms independently selected from the 
group consisting of O, S and NH; 

R* and R 4 are each independently selected from the group consisting of hydrogen, alkyl, haloalkyl, 
C w cycloalkyl, C,* aikoxy, C,« alkyithio, C lJti haloalkoxy/ C,^ haloalkylthio, halogen, amino, 
aikyiamincs dialtylainino, arninoacyl, nitro and cyano; 

R 5 is selected from the $roup consisting of phenyl, naphfhyl, pyridinyl, pyridinyl N-oxide, indolyl, indolyl N- 
oxide, quinolinyl, quinolinyl N-Oxidc M pyrimidinyl, pyraanyl and pyrroryl; wbeivin, said phenyl, said 
naphthyi, said pyrdirryl, suid pyridinyl N-oxide, said indolyl, said indolyl N-oxide, said quinolinyl, said 
quinolinyl N-oxidc„ said pyrimidinyl, said pyrazinyt and said pyiroiyl groups are substituted with one to 
three substitucnis independently selected from the group consisting of hydrogen, C M alkyl, 
haloalkyl, C« cyclOalkyl, C,^ alkoxy, C.* alkyithio, C,^ aCcylsulfinyl, C,« alkyl sulfonyl, C M 
haloalkoxy, C,-o haloalkylthio, halogen, amino, alkylamino, dialkylamino, arninoacyl, acyl, 
alVoxycarbonyl, carbamoyl, N-alkylcartwnsoyl, NJ^-dtalkylcarbamoyi, nitro and cyano; 

R* is hydrogen, Ci* alkyl, or acyl; 

R is hydrogen or alkyl optionally substituted with one or two substilucnts independently selected from 
the group consisting of hydroxy, alkoxy, thiol, alkyithio, C« alkylsuliinyj, Ci* alkylsultonyl, halogen, 
amino, alkylamino, dialkylarnino, aminoalkyl, alkylarninoalkyi, and dialkylamino; 

n is an integer from 0 to 2; and, 

hydrates, solvates, clath rates and acid addition salts thercofr wkh th e proviso that if X* < o vrtko phcnylono v ft' 
oan not uaoubrtitured ph e nyl, in admixture with at least one pharmaceutical ly acceptable carrier or diluent 
sufficient upon administration in a single or multiple dose regimen for treating diseases mediated by human 
immunodeficieny virus inhibit HTV. 
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32. (original) A process for preparing a hcterocyclc of formula I, wherein X 1 is OR 5 or OCHaR* and R 5 is 
optionally substituted aryi or helcroaryl moiety, X* is O, S, or NR 7 and R'-R 4 and R 7 are as defined 
Hereinabove, 




comprising the steps of: 

(i)(a) coupling an aryl compound of formula TJa wherein X 4 is hydrogen, allcoxycarbonyl or CN with 
(A) an aryfhoronic acid or an aryl halide, or <B) aralieyl halide to produce an ether of formula Tib; 
and, if X 4 is hydrogen, 

(b) (A) Dominating the methyl group with N-broraosuccinimide and (B) displacing the bromide (X 4 - 
' Br) with sodium cyanide to produce the corresponding nitrile (X* = CN). and. optionally, (C) 
hydrolyzing the nitrile to an allcoxycarbonyl (X 4 = CCfeR) or an O-alkyl imidate hydrochloride (X d = 
C(=NII 2 ')OR CT); 




<P*> (lib) 
(ii)(A) treating a compound of formula Jib (X 4 - alkoxycarbonyl) sequentially with hydrazine hydrate 
to form the acyl hydrazide (lib; X 4 - CONHNH*) and, (a) phosgene, or a phosgene equivalent, to 
produce an oxadiuuolone of formula T wherein X 2 is O; or, 

(b) and sequentially with an alkyi isocyanate (R*NCO) to produce a diocylhydrasone (lib; X 4 - 
C(^)NinwC(HD)NHR ? ) and with base to produce a triazolone I (X 2 = NR 7 ); or, 
(B) treating a nilrile of formula Tib (X 4 - CN) sequentially (a) with acid and alcohol to produce the 
O-alkyl imidate hydrochloride {X 4 « C(«Ntl 2 ')OR CO, (b) with 0-roe*hylthiocarbazine 
(NH 2 NHC(-S)OMe)to produce lib wherein 
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X 4 is a methoxythiadta20Iine according to formula (HQ, and fej with aqueous acid to produce a 
thiadiazolone compound of formula I wherein X 2 is S. 

33. (original) A process according to claim 32 wherein said ether is formed by coupling an arylboronic acid 
and 11a in the presence of a copper (II) salt 

34- (original) A process according to claim 32 wherein said ether is formed by coupling an aryl halide and 
IIu in the presence of a copper (J) salt. 

35. (original) A process according to claim 32 wherein said ether is formed by coupling an aralkyl halide, 
aryl halide or heteroaryl halide said aryl halide being substituted with electronegative groups and said 
hetcrouryl halide optionally substituted with electron withdrawing groups, and Ila, said coupling being 
base-catalyzed. 

(J, h 36. (original) A process according to claim 32 wherein X 1 is OCH 2 R* and said ether is funned by coupling 

an alcohol and Ila said coupling is catalysed an a dialkylazodicarboxylate and triaryl or 
trialkyiphosphine. 

n. 

3& (original) A process according to claim 32 wherein said oaadiazolone is produced by cyclisang the 
acylhydwide with phosgene. 

2*. 

jA. (original) A process according to claim 32 wherein said oxadiazotone is produced by cyclizing the 
acylhydrazide with carbonyldiimtdazole. 

4tf (original) A process according to claim 32 wherein said triazolone is formed by sequential treatment 
with methyl isocyafiatc or ethyl isocyanate and mcthanolic sodium hydroxide. 

Mo. 

/ft . (original) A process according to claim 32 wherein said thiadiazolone is formed by sequential treatment 
with hydrazinecarnothioic acid O-methyl ester and aqueous acid. 
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